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NEW MATERIALA compound of formula I (X is H, halogen, CN, 
lower alkyl, lower alkoxy,. lower alkylamino, etc., R1 is H, halogen or 
lower alkyl; R2 is H, halogen, CN, lower alkyl, benzyl, 
maphthylmethyl, thienylmethyl, carboxyl, etc.). 
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2 • n -79 * - 6 - 4 7 7 9 * - 3. 5 - fx 

( p - -7 x 9 * 7 5 y 7 x x /I/) £ 7 x > 

2 - n - 7 9*- 6 - 4 7 7 9 * - 3 . 5 • fx 

( p ->9*x9-*7$77xx;t,) f 7 x x 

2 - n - 7** - 6 • 4 7 79* * 3.5 - f X 



3-74370(15) 

< p - 7o*7 xx*) f 7 x* > 

2 - n -79 * - 6 - 4 7 7 9 * - 8 . 5 - fx 
( p - 7 ** o 7 xx*) t'5 x* > 

2-n -79* - 6-4 7 79* - 8. 5 - £X 
(p - x7/ 7xx*) f7^> 

2-n - 7 9- * - 6 - 4 7 7 9 * • 3 . 5 - £ X 
( p - / 9*7 xx;U) £vit> 

2-n -79 * -6-477** - 8 . 5 - f X 
( p - x9*7 xx;i/) f 7 5? > 

2 - n -79 * - 6 - 4 7 7 9 * - 3 . 5 - fx 
( p • n - 7 o f * 7 x x ;io f 7 x* 7 

2-n - 79* - 6 - 4 7 79* - 3.5 - fX 
( p - n - 79*7 xX/U) £7 7 

2-n -79*-6-4779*-S.5-£X 
( p - / b * x 7 x x;u) f 7 x x 

2-n - 7 9- * - 6 - 4 7 7 9 * • 3 . 5 - f X 
( p - x h 4^>7 xX*) f7^> 

2-n - 7 9- * - 6 - 4 7 7 9 * - 3 . 5 - f X 
(p - 4 7 7o#*-v>7 xx*) f7v> 

2 - n -79*-6-4 779*-3.5-fX 

-56- 

( p - / 9 * 7 o f * 7 $ y 7 x x * ) t" 7 x > 
2-n - 79* - 6- 4 7 79* - 3, 5-fX 

(p - x9*7d f *7 W 7 x-*) f 7 v > 
2 - n -79* - 6 - 4 7 79** - 8 . 5 - fx 

( p - s;7o f*7 $ J 7 xx*) f 7 > 

2,8- v> - 4 7 7 9 * - 3 . 5 - 9 7 * x * £ 7 
x x 

2.6- - 4 7 7 9 * - 3 . 5 - f X ( p • * o 
o 7 xx*) f 7 x* x 

2 . 6 - - 4 7 7 9 * - 3 . 5 - f X ( p - 7 n 
*7*-^) f 7 i> 7 

2 . 6 - 0 - 4 7 7 9 * - 3 . 5 - f X ( p - 7 * 
* D 7 xx;U) f 7 x 7 

2.6- x* - 4 7 7 9 * - 3 , 5 - f X ( p - x 7 
J 7 xX/U) f 7 X X 

2 . 6 - i> - 4 7 7 9 * - 3 . 5 - f X ( p - / 9 

*7 xX*) t'7'^ 

2 . 6 - -x • 4 7 7 9 * - 3 . 5 - f X ( p - x 9 
jU? *x;l/) f 7 x x 

2 . 6 - x - 4 7 7 9 * - 3 . 5 - fx ( p - n - 
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2 . 6 - 7 - <f y 7 * ;U - 3 . 5 - tr X ( p - n - 
7*;l/7 x-;U) b # 5 7 7 

M-i^'-f V7f*-i,5 - tr x ( p - y h 

2 . B - 7 - *f y 7 * /U - 3 . 5 - tr X ( p - x h 
2 . 6 - 7 - 4 V 7 *■ ;W - 3 . 5 - tT X ( p - -r V 

2 • 6 - -7 - 7 7 * ;U - 3 . 5 ■ tr X ( p - 7 h 
* 7 7 x •=.;!/) t'9 7 7 

2 . 8 - 7 - 4 7 7 * ^ - 3 . 5 - fx ( p - 4 7 
7 h * 77 xx/1/) t # 7 -7 > 

2.6- 7 - 4 7 7 * * - 3 . 5 - fx (p - / * 
for X J 7 x-;U) t*5 7 > 

2.6- 7 - <f 7 7 f - A? - S . 8 - tT X ( p - x * 
/l/7;;7*-;b) b*5 7 7 

2 . 6 - 7 - *f y 7 *• * - 3 . 5 - f X ( p - 7 o 
b";i/T 7 7 

2 . 6 - 7 - H 7 7 * ;U - 3 . 5 - fx ( p - -f y 



7o b'^7 $ y 7 *-;U) b*7y> 

2.6- 7 - -f y 7 * ;U - 8 . 5 - tr X ( p • 7 <f- 
)V7 x J 7 e? 7 7 

2 . 6 - 7 - -f y 7 * )V - 3 . 5 - f X ( p - 7 y 
TfoT I J V xx/l/) t'7 7 7 

2.6- 9 • <f V 7* * - 1. 5 • tr X ( p - 7 x 
*/P7 $ y 7 xX/P) f7 7 7 

2.6 - 7 - 4 y 7 * /I/ - 3 . 5 - trx (p - ^f- 

2.6- 7 - 4 y 7 * ;U - 3 . 5 - f X ( p - J f- 
;U7o t'J[>7 i J 7 xx;U) f 5 7 7 

2.6- 7 - *f y 7 f - ;u - 3 . 5 • tr x ( p - if 
;^Db # ;i/7;;7x-^) b'?^ 

2.6- 7 - 4 y 7 f - * - 3 . 5 - fx ( p - 77 
Db'/l'7;;7*-/l/) b'5 7 7 

tT7 7>R*(* ( I WTKeo^^JC J:otSi§ 

$ 5 o 

7 >mm& ( i ) 
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X — ^Q^- CHCONHOH 
N H g • H CI! 



^5)-co 



C H 0 



( n ) 



cm t'vi?>®m& cm 




JfeBfltt b*5 7 7»##« 7 * a 7y^---tf PI 
* So 

OA, T,*,*/,, L*IS> 8,8, XxT 
7o«ko^«t3Wt^5C^(>T**So 
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h (70. 57 g- . 0.48onoi ) & p - / h * J/ 7 
-vU^ y > > t K o + 1 A 8 • HCJ (68 . 76 ? , 
0.30niioj/ ) £ffll>TC. Dunn, J. A. ElvJdge. 
C. T. Nevbold. D. V. C. Ramsay, P. S. Spring 
and V. Sveeny, J. Chen. Soc. 2707(1949). <0 
£&&J:>K2-?oo-3.5 f X ( p - / h 

«/*U6Q-16ir (ftfefl-tfia. 'Otf > 

**Fm&) o 

- 63 - 
Me 3 Ai - <N*1f>j£i£(0.7inl, l.Sanofl ) £ 

ch 2 cjf 2 -cttaju isai^Sifi. 

KieseJgel 60, 230-400 / v > a . //U?I±S!, 
20h x 200 bo, ^ + -9- > : g^Kx^;u- 

1 : 1) IZfttt, 2 - / * ^ - 8.5-lfX (p - 
/ h * f7 x.-JV) fcf 7 'J >(60g*g, 9996) £ 
H4o »/£Un~118lC (fcfettttil. MeOH 
J: *3 Uteil) o 
5c*^»r{ilC 19 H lg N 2 0 2 icfl** 

3t£fiS : C. 74.49 ; H. .5.92 ; N , 9.15 
gffcffii : C. 74 . 39 ; H. 5.92 ; N, 9.25 
Mass : o/z 306 (M* ) 

'H-nir(CDCi 3 /TMS) : 6 2.45<s.SHK 
3.60<s.6Hh 6.67(d. J-9Hz.4H)> 7.30(d, 
J-9HZ.2H) , 7.68(d. J-9HZ.2H), 8.42(s. 
lH)ppn. 



ftBfl¥ 3-74370(17) 
7C*^#ffilC 18 H 18 ci n 2 \zn+* 

. ttJUa : C. 66.16 ; H, 4.63 ; N, 8.57 
, Sfti : C, 66. 39 ; H, 4.55; N , 8.61 
Mass : b/z 326 (M* ) 

'H'mr(CDCi 8 /TMS) : 6 3. 65(s. 6HK 
6.95(d.J-8Hz.2HK 6 . 98 (d . J-8Hz. 2HK 
7.90<d.J-8Hz,2HK 7 . 98 (d , J-8Hz. 2H) , 
6.60(s.lH)ppa. 

nmm 2 

2-/*-/u-a.5-trx (p - / h*>7 *~ 




2-£nn-3.5-trx (p-/h + i/7*.=. 
e7v>(652ag. 2wft ) & ^ b 7 * A 
(hU7xi;^^7^ >) /<5 9 * Mli6ag, 
Q.lflnod ) Oft****** > (10m!) TSttKlSK 



- 64 - 

3 

2-xf-;U-3.5-rx ( p - / h * •> 7 * ~ 




2 - ? o o • 3.5 - ex (p-/l> + i/7* 
->U) fcf 9 ? >(487.5«, 1.5nqof ) x jfo * 
Kg COj (355 . 5ig, 2.25bbo* ) RC^f b 7 4- 
X (Hl7xi**^7-(» (87ng, 
0.075nH<>4 ) V>m* D M F (7.5ml) tefclCl5*> 
E t 3 B - (1.5ml, 1.5oBOi| ) 

ttET«JSt^«4U ic tK (20ml) £1n*.s 

CH 2 C* 2 TtofcUU t*U*9*LTl*tz1km 

Kleselge! 60. 230-400 / «y •> * . /^^tt^ f 
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20bdx2oo n, mm > : Bf&x*^- 

1 : 1) iztt+t* 2-3-*A>- S.5-br* (p - 
/ ^'>7ii^) t'5 * > (394ag, 79%) Zft 
*«, Btt/ft9B. 5-99. 5*0 (ftfettttll. MeOHJ: 
>>fSf&Si) o 
7C*^tfrMC 20 H 20 N 2 0 2 lea** 

tt*fit : C, 74.97 : H , 6.29 ; N. 8.74 
Uttfe : C, 75 . 03 ; H, 6.25 ; N, 8.73 
Mass : a/z 320 (M* ) 

f H - nnr(C D Ci g /T M S ) : 51.27 (t.J- 
7HZ.3HK 2.90(q. J-7Hz.2HK 3.80(s.3HK 
3.83(s.3HK 6.95(d. J-9llz.2HK 6.97 (d. 
J-9Hz.2H) s 7.55(d.J-9Hz.2HK 7.98 (d. 
J-9HZ.2IO , 8.80(6. 1H)ppd. 



-67- 

5c*^»rfilC l8 H 18 N 2 tc**** 

: C, 83.04 ; H. 6.20 ; N , 10.76 
UttfiS : C, 83.14 ; H, 6.25 ; N, 10.89 
Mass : a/z 260 (M* ) 
•H - nar( C D C{ j /TMS) : 

6 2.57(s.6HK 7.13-7.67(a.l0H)pPB. 
gjfcfll 5 

2 - 4 V 7 f- iV - 3 . 5 - ^^il^fr/XO 




2 - 9 o n - 3.5 • i?7*i^t'5^> (533 
■g. 2 a a of ) SCff h7+^ ( Y V V * — * 
* 7 * >)-><^ x * A (llBng. O.laaof ) ©ttTK 
(5ml) ««clCl5^1 - Bu 3 Afl - 

-69- 



2.8- / ^ f- ;P - 3 , 5 - i?7xiAt:7^«D 




2.6-S> ^DD-8.5-';7x-^lf5^ (1.20 
ag, 4 aaofl ) &tfrhv*X (MJ7x^/^t 
X7-( V * i* (232ag. 0.2aaotf ) OftTK 

v>;t**> (15ml) &ttfcl5%Me 3 A Q - 
* >«tt(2.9ml. 5.3aaof ) £ta;tfc»s 

ft9ttC*(20iil)*ftl;U CH 2 CQ 2 

/l'^ 07 h / 5 7 *f — ( a v A ; Kleselgel 60. 
280-400^ v *> a, //U?tt5!i. 20»bX 200bb. 
fcttt > : B^if^ - 1 : 1 ) Ktt-tts 

2,6-S> ^ f-* - 3.5 - i> 7 x-;l/ f9 ✓ > (900og. 
87%) ^»5. »&99. 5- 1 00 . 5*C (fcfefcttft. 

- 6 8 - 
^ + (3ml, 2aaof ) *%UKtz'&, 7 

10% H Cfi T&&£ U KETBtt^S* 
*n*10% K O H T^JfO L iz&. 

*f/V9 d-7 h 7 4 - (Vakogel C-200. 10g, 

7 - 3.5 - x7 *-^f7 v> >(340ag. 59 

%) *n*o ja&107~l08«C (JR6IHXA. ^ 
**>*$??fti&) o 
7C*^tft(fiC 20 H 20 N 2 IcJPtt* 

tt&fiS : C. 83. 30 ; H, 6.99 ; N , 9.71 
HUffl : C, 83 . 47 ; H, 7.00 ; N. 9.86 
Mass : a/z 288 (M* ) . 

246 (M* - C Hg C H - C H 2 ) 
'H-nor(CDCJ| 3 /TMS) :<50.81(d.J- 
7.5HZ.6H) > 1.93-2.4Q(a.lH) , 2.84 (a. 
J-7.5Hz.2H) x 7.40-7.70(a.6H) s 8.03- 
8.20(a.2HK 8 . 97 (s. lH)ppa . 
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3-74370(19) 



2 . 6 • V7f^ - 3,5 ■•>'7ii^b , 7 




CHj CHg 



2,6 • y'7*-yk'7y> 

(1.204 fir, 4ano£ ) &tff- hv** ( h y 7 x - ;u 
**7-f - i>7M4B4ag, 0.4aaoJ? ) 
x*** > (10ml) ft it* IC 1596 i - Bu 3 A* - 
^**>'»tt (12ml. Bmaol? ) £J5nx.*8K T 
/U^aifltT* 20^Pa1»D^il$fl^-5p «£ET*» 
£#£L. * (30ral) * ft) *. , x-f-^Ttttfl 

^^D7h^7^ - ? l* : KJeseige) GO. 
280-400> v > a . >;l/^ttS2, 20o»x 200m. 
&ft ^ + ^>:CH 2 CJ? 2 -2:l)II^t 

~71- 

b # 7 0 >(326«g, 1 on oil ) , N C 0 2 N a (102 
■g, l.Snnoi! ) SC^f h7 + x ( h y 7 x -;U* 
X7« >) (58mg, 0.05«Hotf ) «ft 

TfcDMF (5ml) »ttlCTiU^>»»T, 100*0, 

(20ml) *3ta*. CH 2 C* 2 TjftHjl, 
&&LTntz&WL*#&i/ *) * V;U? a v > 7*, 
V 4 - {-h v A:Kieso!gel 80 , 230-400 > v ■> x . 
/< /l> 7 ttH, 20ia X 200»a. i^C CP 2 ) 
Utt-f t> 8.5-tTX (p - / h*^7x-VU) e 
7*V(225ag, 7796) *^So H4 £ 142~ 143 . 5 

7C*#flffiiC 18 H l6 N 2 0 2 left** 

ItJttt : C, 78 . 95 ; H, 5.52 ; N, 9.58 
fSttfiS : C, 74 . 24 ; H, 5.51 ; N, 9.66 
Mass : a/z 292 (M* ) , 
'H - nar(C DCi 3 /TMS) : 6 3. 80 (s. 611), 
8.93(d. J-9HZ.4HK 8 . 20 (d , J -9Hz. 411) , 
8.73(s.!H)ppe. 



t s 2 , 8 - y 4 V r *■ * - 3 . 5 - V 7 x ~ jV t' 7 
S>>(185ng. 1396) £f&*o S4A87-88^ (fcfe 
ttttln, ^**>J:t>?ifcft) 0 
7CJfc#tf<&C 24 H 28 N 2 

It* fit : C, 83 . 87 ; H . 8.19 ; N, 8.18 
fSBII : C. 63. 89 ; H. 8.24 ; N , 8.23 
Mass : a/z 344 (M* ) , 

802(M* - CH 3 CH-CH 2 ) 
'H-niir(CDC0 8 /TMS) : <5 0. 80 (d . J- 
7.5Hz.l2HK 1.95-2. 4L(a, 2H) , 2.78 (d. 
J-7.5Hz.4H) , 7.35-7.63(n,10H)ppn, 

nmw 7 

3.5 - t 7. (p - / h^->7x-;U) b* 7 x > 




2 - ? o o • 3.5-tTX (p-y h * *> 7 x -=.;!✓) 
-72- 

ntmm 8 

2.6 - it 9 □ d - S . 5 - K* X ( p • > h * •/ 
7 x-;U) b*7 x ><0&& 




2^DD-3,5-t:7 (p->h^>7x- 
/(/) V9*J>1 - **~V-4 K (2.33*, 6.8aaoi| ) 
*fltft»xf^ (20ml) &*>Ul6«lL 
T*l»fcPOC|, (42ml) 4J|;ffiTt «T 
80»M3tott»flf#-5 o £*K RJ6****4» 
ic * 0 , K 2 CO s TT;I/*ytticr*t8J«fe 
o tt ft ^ i, :n^6l!U -f V 7 o /* 

;-^£9ft*Sft*s£«.6i76-i78r0>&& 
fett«atLT2.e-^DD.j,5. trx (p - 

^ h 7 x .=.;»/) f7x> (1.85*. 7596) rt< 
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TCfctflffteC i 8 H u N 2 \ZW+Z> 

ttXm : C. 59.85 ; H, 3.91 ; N , 7.76 
X II fit : C, 60.30 ; H, 3.93 ; N, 7.8! 

Mass : a/z 360 (M + ) , 

»H- ni>r(CDCJ 3 /TMS) : 6 3 . 85(s , 6H) > 
6.97(d.J-9Hz.4H). 7 . 87 (d . J-9Hz. 4H) ppd . 

2.6 - 9 / * to - S . 5 - e* X ( p - / b * •> 
7 x-;l/) £7 v >C9£fi£ 




2.6 - - e X ( p - > h * •> 

7 x — /U) f 7 x > (360og, 1 tooi? ) RCff- h 
7 * x ( h y 7 x ~ /u* x 7 < >) 7 v ^ a 

(58«g, O.OSanotf ) (DfalkV* *V > (5ml) 
«tt(C15%Me 3 AS (0.75ml. 

- 75 - 




*f> 7x-y^'JV>^HCi - Me OHT 
7 x - ;u / u •> > / ^ ;l/ x a x ;u i t s # ic , 
G. Dunn et al.. J. Chen. Soc, 2707 (1949)© 
#&*flH>T7x-/l/ry f > t KD + tAK 

'W K P - Ms * t> 1 ■ t K d + ■> • 2 • 4r h ■ 
3.5- 7 x - - 1.2- S> t K D b' 5 ✓ > * & 
So tfc^Ts P. J. Lont et al.. Rec. Trav. 
Chla . . 92. 449 (1 973). A. Ohta et al.. J. 
Heterocyclic Cheo.. 20 . 31 1 (1983)tf>2?£fcic <fc 
9RN-* + tO\ ^ u;Mt. Aft* u;Mb*H 
T, 2.6 - '^7 *-^b*7 ^ »&87~ 
B8TC (&»fe*r#&. EtOHJ:t)?}ISa). 
&JSRI*0J 1 



i.33»io0 ) £to;ifc&> r/U:f vattT* 120$ 

«5lw7K (15m!) *JQ*., CH 0 CI? 2 TjfttiJL, 
»«*«^t4 fl £1 S £• ^ E -V y -ft >f )l 9 u -7 
h/77* - : Kieselgel 60. 230-400 

y^^tttt, 20.nx 200bh. a, 
> : KB**** - 3 : 1 ) Cftti, 2.6 - 
^>f*-J.B - (p - > h * $/ 7 x-/U) 

t'7 ^ ><128ag. 4 0 96 ) £®S 0 HA 142? (ft 
fetfttE. Me OH J:0EISil) o 
7C*^tff<iC 20 H 20 N 2 0 2 IC«*« 

ttJIfiS : C, 74 . 98 ; H, 6.29 ; N , 8.74 
: C. 75.12 ; H. 6.22 : N. 8.88 
Mass : a/z 320 (M* ) , 
'H - nfl>r(C DC0 3 /TMS) : $ 2. 83 (s . 6HK 
3.83(s.6H)> 6.97<d.J-9Hz.4HK 7.60 (d. 
J-91lz.4ll)ppi. 

10 

2.6- 7 x - yl/ tf 7 > CO & jft 

-76- 
»>f-^a«lJ^J;t)l/10S3.8%^i>K^h 

trHa» ( p R P : 5 x io 5 <i/*fl) 

ffiPR P 200jd& 25|/fl* *x^«y h IC A 
tl> 7 2'y 1/ -?-IC-fe -y r L371C2^K»afi 

*0K*gfB»T**7** K>*ttft*ftl'tt 

3 ? -Y >«#*Jra>iilu/hffiBm£7 - 

W) TiSLfco 75* K > K ( 80 4/ M ) * li 

(i5tfg/mn ic £ -cgiis* n*ifo^ 

*tt^»WK«« t'7 t> |3j$tt«te 

C tlfc. |S)s S*50KPI«« 
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X 


R l 


R 2 


1C 50 










i 


OCHg 


H 


cs 


1.2X10" 5 


2.5X10" 5 


2 


OCHg 


H 


CHg 


1.3X10" 5 


3.5X10" 5 


3 


OCHg 


H 


C 2 H 5 


1.45X10' 6 


4.1X10" 5 


4 


H 


CHg 


CHg 


2.IX10" 5 


2.5X10" 5 


5 


H 


H 


CH 2 CHCHg 

CHg 


4.5X10" 5 


1.3X10" 5 


6 


H 


CH 2 CH-CHg 
CH 2 


CH 2 CHCHg 

CHg 


2.5X10" 5 


2.0XI0" 5 


7 


OCHg 


H 


H 


8.4X10"* 6 


3.0X10*" 5 


8 


OCHg 


ci 


Ci? 


3.SX10" 6 


6.0XIO" 5 


9 


OCHg 


CHg 


CHg 


6.2X10" 8 


4.0X10" 5 


10 


H 


H 


H 


5.6X10" 6 


1.4XL0" 5 


T -fe * Jt> 








2.7X10" 5 


8.2X10" 5 
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£lfo'h£lfo3BKecD 1/1O3<077oH 
E D T Afc^S-fa* J: < *B£&, SaiCT 2500l2l 

iftftifc (£{t*- h V * A134oM . h 'J X7 1 y > 
?>15nM, EDTAIbH D • ^^3-X5iH* 
»**K*J|¥L* 1 *t£E{t**TpH7.4lcS3£ 
L ft 3m!TIfo/hl£*E!«» U Iiai:T 

2000@fc/»* iO#(B)&/|>#tt** 0 ±ft*teT 
tt*LTU5lfil^«^pH8.0Ol/15My >K8 
«f*Tf?«»L, Jfil'M£#£6~8 xio 5 ffl/^ 

77+K>»3/«, H C«»77+K>S( (h 



(i : 3S) *i«;jfl^i*//xTTi^;--^ 

^UJD^> * £Kft#lfo/hffi* 500//flan*. 37"CT 
3#RaRfcc*tf * B 

2-3i:t5o »«xf-;l/2Bl*3!lPA10»!BHRt 

BOF 254)lc£ft*# ^t5„ 

7k -90: 8 : 1 : 0 . 8) T ft 1 8 Co® 0fl $ > 5 x*? 

cr**/5>v'>D 2 &CfHHTO&j|4gttOft 



**>SB>0.2* Cl(U) *#tttft***KA 
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r 



a 2 ->^n^^>y^~^i»stt 



mm 


X 


R l 


R 2. 




2 


OCHg 


H 




9.1X10" 5 


9 


OCH 3 


CHj 


CH, 


1.2X10" 4 



a it * it 

CIS a *fr ft) 
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ff ft til HA f- ;U * ft « £ fet 

ft a A . , , 4|? 

<*!*> 



—629— 



